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125: 96069c Preparation of capsules, storage thin sheets, bag- 
type dosage forms for volatile drugs and topical admimstoation 
of bag-type forms for treatment of skin diseases. Kanta^ Takeshi 
(Karita Takeshi. Japan) Jpn. Kokai Tokkyo Koho JP * 08409,13? 
196,109,137) (CI. A61K35/78). 30 Apr 1996 AppL 94**1,386, 7 Oct 
1994; 14 pp. (Japan). The capsules were prepd. by adsorbing the active 
principles e.g. volatile plant essential oils on polymer particles, and the 
storage sheets were prepd. by muring the capsules, heat-plasticized 
resins on non-woven textile, using carbon, active carbon, graphite, zeo- 
lites active alumina, titanium oxide, magnetite, water-adsorbable resins, 
chitosan, and/or l- menthol as the base. The thin sheets were cut into 
small pieces and stored in bags. Thus, topical bags contg. 1-menthol, 
thymol, hinokiol, citroneUal, and lavender oil as active principles were 
formulated for treatment of insect bites, athletes foot and skin rash. 

125 96070w Pharmaceutical compositions containing bradyW- 
nin inhibitors. Bruns, Robert Frederick, Jr.; Gehlert, Donald Richard; 
Howbert. James Jefiry; Lunn, WUliam Henry Walker (Lilly, Eh, and 
Co USA) PCT IntApp^WO 96 12,491 (CL A61K31/445), 2 May 
1996, US AppL 326,672, 20 Oct 1994; 18 pp. (Eng). Pharmaceutical 
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compns. contg. bradykinin inhibitors [I; B l , R 3 = H, CH 3 , -CCKCj-e) 
alkyL -COAr (Ar = substituted Ph); R 2 = pyrrolidine hexamethyl- 
eneimino, and piperidinol or a pharmaceutically acceptable salt or sol- 
vate thereof. A pharmaceutical capsule contained raloxifene 1, starch 
112 starch flowable powder 225*3, and silicone fluid 350 cSt 1.7 mg. 

125: 96071X Modified amino acids as absorption enhancers for 
delivering active agents. Leone- Bay Andrea; Paton, Duncan R.; 
Ho Kok-Kan; Demorin, Frenel (Emisphere Technologies, Inc^, USA) 
PCT Int. AppL WO 96 12,473 (CL A61K9/16), 2 May 1996. US AppL 
335,148, 25 Oct 1994; 57 pp. (Eng). Modified amino acid compds. as 
absorption enhancers are useful in the delivery of active agents. These 
compd. are used as carriers to facilitate the delivery of a cargo to a 
target. Thus, 47.00 g acetyUalicyloyl chloride was added to a mixt. of 
50 00 g 4-(4-aminophenyl)butyric acid in 300 mL of 2M aq. sodium 
hydroxide and the reaction was stirred at 25* for 2 h, then it was acidi- 
fied with aq. HC1 to obtain a ppt. which was sepd. and washed to give 
31.89 g 4-(2-hycbmryphenylcarbonylamino)p-phenylbutanoic acid (D. 
I was mixed with interferon a-2 (II) in Tris-HCl buffer pH = 7-8 and 
was orally administered to rats at a rate of 300 mg I/kg and 1000 fig 
Il/kg. The mean peak serum level of II was 8213 as compared to 688 
ng/mL for controls. , _ . 

125- 96072y Compositions for the delivery of antigens. Santiago, 
NoemiB.; Haas, Susan; Leone-Bay. Andrea (Emisphere Technologies, 
Inc USA) PCT Int. AppL WO 96 12,474 (CL A61K9/16), 2 May 1996, 
US AppL 335,147, 25 Oct 1994; 56 pp. (Eng). Various adjuvants and 
carriers are proposed for use in oral delivery of antigens. The carriers 
are acylated amino acids and their salts and sulfonated amino acids and 
their salts. Specific carriers discussed include N-cyclohexanoyl argin- 
ine; a mixt. of N-cyclohexanoyltyrosine and N-cydchexanoyUeucine; a 
mat. of N-phenylsulfonyhraline, N-phenylsulfonylleucine, N-phenyl- 
sulfonylphenylalanine, N-phenylsulfonyllysine, and N-phenylsulfonyl- 
arginine; and a mixt. of N-benzoylvaline, N-benroylleucine, N-ben- 
zoylphenylalanine, N-benzoyUysine, and N-benxoymrginine. Cholera 
toxin is a suggested adjuvant. As an example of antigen delivery, a 
mixt. of antigen (ovalbumin, lmg/mL), adjuvant (cholera toxin, 100 fig/ 
mL), and carrier (chyclohexanoylarginine, 100 mg/mL) was prepd. and 
orally administered to mice. Specific antibodies are measurable in the 
blood serum several weeks later. 

125- 96073z Pharmaceutical compositions. Jackman, Martin; 
Popp, Xue-Ping; Richter, Friedrich; Schmook, Fritz (Sandoz Ltd.; San- 
doz-Patent-Gmbh; Sandoz- Erfindungen VerwaltungsgeseUschaft Mbh, 
Switz) PCT Int. AppL WO 96 13,249 (CL A61K9/107), 9 May 1996, 
GB Appl. 94/21,612, 26 Oct 1994; 32 pp. (Eng). This invention provides 
a topical compn., in the form of an emulsion, that comprises a compd. of 
the FK506 class; a physiol. acceptable alkanediol, ether diol or diether 
ale. contg. up to 8 carbon atoms as solvent for the compd. of the FK506 
class; an unsatd. fatty ale and water. In another aspect, this invention 
provides a topical pharmaceutical compn. that comprises a macrolide in 
suspension. In a further aspect, this invention provides the use_pf an 
unsatd. fatty ale. to stabilize a macrolide in a pharmaceutical compn. . 

125: 96074a Methods and compositions for stimulating epithe- 
lial moisturization and tissue growth in skin or mucous mem- 
branes. Elias, Peter Michael; Holleran. Walter Martin USA PCT Int. 
AppL WO 96 14,072 (CI. A6lK3iy66), 17 May 1996, US Appl. 333,852, 
3 Nov 1994; 77 pp. (Eng). The invention herein encompasses methods 
effective to stimulate epithelial cell proliferation and/or enhance epithe- 
lial moisturization and lubrication in a mammalian subject utilizing a 
compn. comprising one or more inhibitors of £-glucosidase activity or 
0-glucocerebrosidase activity. The compn. of the method may alterna- 
tively comprise a glycosphingolipid, particularly glucocerebroside, or a 
combination of the above inhibitors) and a glycosphingolipid. The 
method is effective to enhance the cosmetic appearance of skin and 
promote healing of skin and mucous membranes damaged or deficient 



from aging, traumatic wounds, photo— aging and a variety of atrophic 
conditions. The method may be applied to cells in culture. Also included 
in the invention is a compn. comprising one or more inhibitors of gj u . 
cosidase and a glycosphingolipid useful to stimulate cell proliferation 
and enhance tissue moisturization and lubrication. 

125: 96075b External preparation for skin protection. Terao, 
Toshihiko* Kanayama, Naohiro (Mochida Pharmaceutical Co., Ltd., 
Japan) PCT Int. AppL WO 96 14,085 (CL A61K36757), 17 May 1996, 
JP AppL 94/274,073, 8 Nov 1994; 20 pp. (Japan). An external prepn, for 
skin protection contains ulinastatin efficacious in treating dry skin, kera- 
tosis, skin aging, common acne and atopic dermatitis. The prepn. is 
highly safe and can be used for preventing or ameliorating chapping 
including skin drying, comification, aging and scurf, for improving 
moisture retention of the skin, and for preventing and treating common 
acne and its sequelae, atopic dermatitis, and pruritus accompanying the 
same. As an example, a gel ointment contained ulinastatin (126900 
units/mL) 2.13 mL, carbcxyvinyl polymer 1.2, diisopropanolamine 0.3, 
ethanol 38 and purified water 58.37 g. 

125: 96076c Melt-extruded orally administrate sustained- 
release opioid formulations. Oshlack, Benjamin; Chasin, Mark; 
Huan* Hua-Pin; Sadder, David (Euro-Celtique, SA., Luxembourg) 
PCTInt. AppL WO 96 14,058 (CI. A61K9/14), 17 May 1996, US Appl. 
334,209, 4 Nov 1994; 71 pp. (Eng). Bioavailable sustained -release oral 
opioid analgesic dosage forms, comprising a plurality of multiparticu- 
lates produced via melt extrusion techniques are disclosed. Sustained- 
release capsules contained morphine sulfate (D 60, Eudragit RSPO 36, 
Eudragit L-100 6, and stearic acid 18 mg. The mean % I dissolved after 
18 h was 95%. . „ . 

125: 96077d Controlled release matrix system using cellulose 
acetate/polyvinylpyrrolidone blends. Wilson, Alan K.; Posey- 
Dowty Jessica; Kelley, Stephen S. (Eastman Chemical Co., USA) 
USW23,095 (CI. 424-486; A01N25712), 4 Jun 1996, Appl. 167,609, 15 
Dec 1993; 14 pp. (Eng). A controlled -release matrix system comprises 
a homogeneous mixt. of polyvinylpyrrolidone, cellulose acetate having a 
degree of substitution for acetyl of -0.5-3.0, and a water-sol. active 
ingredient (pharmaceutical agent or pesticide). Thus, "U^se acetate 
and PVP in an 80/20 ratio were cast from a CH 2 Cl 2 -MeOH (90/10 by 
voL) soln. contg. -10% dextromethorphan hydrobromide (I). The complete 
release of I with water as extn. mediu m took 135 min. 

125- 96078e Controlled release of active agents using inorganic 
tubules. Price, Ronald R.; Gaber, Bruci P. (United States Dept. of the 
Navy, USA) U. S. Pat. AppL US 509,483 1 Jun 1996, Appl. 509,483 
31 Jul 1995; 20 pp. 8-509#483. (Eng). A compn. for, and a method of, 
delivering an active agent at a controlled rate is disclosed. The compn. 
of the invention is a hollow ceramic or inorg. microtubule, where the 
active agent is contained within the lumen of the microtubules. Topi- 
cally the agent is adsorbed onto an inner surface of the microtubule. In 
a preferred embodiment of the invention, the inner diam. of the micro- 
tubules varies from about 0.20 fim to about 0.40 ^m, or av. about 0.35 
urn In a preferred embodiment, the hoUow ceramic or inorg. microtu- 
bule is a mineral microtubule, such as halloysite, cylmdrite, boulanger- 
ite or imogolite. In a more preferred embodiment of the invention, the 
mineral microtubule has a biodegradable polymeric carrier disposed in 
its lumen. Powder of dry halloysite microcylinders (prepn. given) are 
heated with the active agent at a temp, just above the m.p. of the agent 
under a partial vacuum to aid in removal of the retained gasses within 
the core of microcylinders. The halloysite- agent complex is then sus- 
pended in a dispersant and the temp, is lowered until the agent becomes 
solid again, then the resultant halloysite-agent complex is suspend in 
a solvent for the agent to remove the exogenous agent from the micro- 

C3 lS^96079f Percutaneously absorbable patches of ibudilast. Ota, 
Tetsuya; Hashimoto. Michiari; Kitamura, Mikiya; Yoneto, Kunio 
(Sekisui Kagaku Kogyo Kabushiki Kaisha, Japan) PCT Int. AppL WO 
96M,069 (CI. A61K31/44), 17 May 1996, JP Appl. 94fl>70,950, 4 Nov 
1994- 30 pp. (Japan). A sustained-release percutaneously absorbable 
patch which releases ibudilast (I), an ameliorant for bronchial asthma 
and cerebrovascular disorder, is described. The patch comprises a sup- 
port and, provided thereon, an adhesive layer comprising 100 parts of a 
Pressure-sensitive adhesive, 1-30 parts of a percutaneous absorption 
accelerator, and 1-30 parts of L The accelerator comprises a Ca-iB" 
fatty acid or an ester thereof with a d- 5 aliph. ale. A mixt. contg. i. 
iso-Pr myristate, EtOAc, and 2-ethylhexyl acrylate-dodecyl methacry- 
late-2-ethylhexyl methacrylate- 1,6-hexamethylene glycol methacry- 
late copolymer was applied onto a silicone- treated polyethylene terepft- 
thalate film and dried to give an adhesive layer. The adhesive layer was 
placed on a film of polyethylene terephthalate/ethylene-vmyl acetate 
copolymer to give a transdermal adhesive prepn. 

^125^96b80x Prepration of trans-rich ^-carotene emulsionsin 
'pharmaceutical or other manufacturing. Nakamura, £etsuya (Ha- 
se*awa T Co Ltd Japan) Jpn. Kokai Tokkyo Koho JP 08,119,933 
^in9,9331 (CL C07C403/24), 14 May 1996, Appl. 94/256 796, 21 Oct 
1994- 4 pp. (Japan). A trans-rich ^-carotene emulsion for pharmaceuti- 
cal use is prepd. by heat-melting of trans -^-carotene, oils and fats 
(e.g. satd. fatty acid triglycerides or soybean oil), and limonene. recover- 
ing limonene, and emulsifying the resultant product. 

125:96081a Nasal preparations containing a-Iinoleic acia 
type fats and oils for rhinitis. Hayashi. Tetsuhiro ^eUuU> En- 
STpuraizu Kk, Japan) Jpn. Kokai Tokkyo Koho JP 08 ,119,875 
[96,119,8751 (CI. A61K36700), 14 May 1996, Appl. 94/294,042, 21 Oct 
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